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AB A series of 5-N-Me quindoline ( cryptolepine ) derivs. as telomeric 

quadruplex ligands was synthesized and evaluated. The designed ligands 
possess a pos. charge at the 5-N position of the aromatic quindoline 
scaffold. The quadruplex binding of these compds . was evaluated by CD 
(CD) spectroscopy, fluorescence resonance energy transfer (FRET) melting 
assay, polymerase chain reaction (PCR) stop assay, NMR (NMR) , and mol. 
modeling studies. Introduction of a pos. charge not only significantly 
improved the binding ability but also induced the selectivity toward 
antiparallel quadruplex, whereas the nonmethylated derivs. tended to 
stabilize hybrid-type quadruplexes . NMR and mol. modeling studies 
revealed that the ligands stacked on the external G-quartets and the pos. 
charged 5-N atom could contribute to the stabilizing ability. Long-term 
exposure of human cancer cells to I showed a remarkable cessation in 
population growth and cellular senescence phenotype and accompanied by a 
shortening of the telomere length. 
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RN 1072837-74-1 CAPLUS 

CN 1, 2-Ethanediamine, Nl , Nl-dimethyl-N2- ( 5-methyl-5H-quindolin-l 1-yl ) -, 
hydr iodide (1:1) (CA INDEX NAME) 



He 




Me2N-CH2-CH2-NH 



• HI 

RN 1072837-78-5 CAPLUS 

CN 1, 3-Propanediamine, Nl , Nl-dimethyl-N3- ( 5-methyl-5H-quindolin-l 1-yl ) -, 
hydr iodide (1:1) (CA INDEX NAME) 



He 




Me2N- (CH2) 3-NH 



• HI 

RN 1072837-81-0 CAPLUS 

CN 1, 2-Ethanediamine, Nl , Nl-diethyl-N2- ( 5-methyl-5H-quindolin-l 1-yl ) -, 
hydr iodide (1:1) (CA INDEX NAME) 



Me 




Et2N-CH2-CH2-NH 



• HI 
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RN 1072837-83-2 CAPLUS 

CN 1 , 3-Propanediamine, Nl , Nl-diethyl-N3- ( 5-methyl-5H-quindolin-l 1-yl ) -, 
hydr iodide (1:1) (CA INDEX NAME) 



He 




Et2N- (CH2)3~NH 



• HI 

RN 1072837-99-0 CAPLUS 

CN 1, 2-Ethanediamine, N2- ( 7-f luoro-5-methyl-5H-quindolin-l 1-yl ) -Nl , Nl- 
dimethyl-, hydriodide (1:1) (CA INDEX NAME) 



Me 

, / F 




Me2N-CH2-CH2-NH 



• HI 

RN 1072838-00-6 CAPLUS 

CN 1, 3-Propanediamine, N3- ( 7-f luoro-5-methyl-5H-quindolin-l 1-yl ) -Nl , Nl- 
dimethyl-, hydriodide (1:1) (CA INDEX NAME) 



He 




Me2N- (CH2) 3-NH 
• HI 



RN 1072838-01-7 CAPLUS 

CN 1, 2-Ethanediamine, Nl , Nl-diethyl-N2- ( 7-f luoro-5-methyl-5H-quindolin-l 1-yl ) - 
, hydriodide (1:1) (CA INDEX NAME) 
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1072838-02-8 CAPLUS 

1 , 3-Propanediamine, Nl , Nl-diethyl-N3- ( 7-f luoro- 5 -methyl -5H-quindolin-l 1- 
yl)-, hydriodide (1:1) (CA INDEX NAME) 




• HI 



RN 1072838-03-9 CAPLUS 

CN 1, 2-Ethanediamine, N2- (7, 9-dif luoro-5-methyl-5H-quindolin-l 1-yl ) -Nl , Nl- 
dimethyl-, hydriodide (1:1) (CA INDEX NAME) 



Me 




• HI 



RN 1072838-04-0 CAPLUS 

CN 1, 3-Propanediamine, N3- (7, 9-dif luoro-5-methyl-5H-quindolin-l 1-yl ) -Nl , Nl- 
dimethyl-, hydriodide (1:1) (CA INDEX NAME) 
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Me2N- (CH2) 3-NH 




1072838-05-1 CAPLUS 

1, 2-Ethanediamine, N2- (7, 9-dif luoro-5-methyl-5H-quindolin-l 1-yl ) -Nl , Nl- 
diethyl-, hydriodide (1:1) (CA INDEX NAME) 




Et2N-CH2-CH2-NH 



1072838-06-2 CAPLUS 

1, 3-Propanediamine, N3- (7, 9-dif luoro-5-methyl-5H-quindolin-l 1-yl ) -N1,N1- 
diethyl-, hydriodide (1:1) (CA INDEX NAME) 




Et2N- (CH2) 3-NH 



• HI 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a preparation of antitumor quinoline derivs. of 

formula G1-L-G2 [wherein: Gl is quinoline derivative, L is a single bond or a 
linking radical; G2 is H, quinoline derivative, or C-9 radical of acridine, 
etc.]. The invention compds . are intercalator s , compds . that bind between 
DNA base pairs. The in vitro cytotoxicity of the compds. was evaluated by 
colorimetric assays with tetrazole salts on Jurkat clone E6-1 and on 
GLC-4, human leukemia and carcinoma cell lines. For instance, 

indoloquinoline derivative I (Jurkat clone E6-1, IC50 = 1.42 |uM) was prepared 
via amidation of 1 OH-indolo [ 3 , 2-b] -1-carboxylic acid by carbamic acid 
derivative II, decarboxylation of the obtained amide, and subsequent amidation 
of 9-acridinecarboxylic acid by the obtained amine III (yields: 1st 
amidation - 70%, decarboxylation - 92%, 2nd amidation - 50%) . 
IT 854190-47-9P 854190-53-7P 854190-56-0P 
854190-70-8P 854190-76-4P 854190-81-1P 
854190-92-4P 854190-96-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of antitumor quinoline derivs.) 
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RN 854190-47-9 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N, N ' - [ (methylimino) di-3 , 1-propanediyl ] bis [ 5- 
methyl- (9CI) (CA INDEX NAME) 



Me Me 




0=C-NH- (CH2)3~N- (CH2 ) 3- NH- C= 0 



RN 854190-53-7 CAPLUS 

CN 1, 2-Ethanediamine, Nl , Nl-dimethyl-N2- ( 5-methyl-5H-quindolin-l 1-yl ) - (CA 
INDEX NAME) 



He 




Me2N-CH2-CH2~NH 

RN 854190-56-0 CAPLUS 

CN 1, 3-Propanediamine, N-methyl-N ' - ( 5-methyl-5H-quindolin-l 1-yl ) -N- [3- [ (5- 
methyl-5H-quindolin-ll-yl) amino] propyl]- (9CI) (CA INDEX NAME) 



Me 




Me N /) NH- (CH2) 3-N-Me 




RN 854190-70-8 CAPLUS 

CN 1, 3-Propanediamine, Nl , Nl-dimethyl-N3- ( 5-methyl-5H-quindolin-l 1-yl ) - (CA 
INDEX NAME) 
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RN 854190-76-4 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N,N'- [1, 3-propanediylbis [ (methylimino) -2, 1- 
ethanediyl] ]bis [5-methyl- (9CI) (CA INDEX NAME) 





RN 854190-81-1 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N,N' - [1, 2-ethanediylbis [ (methylimino ) -2 , 1- 
ethanediyl] ] bis [5-methyl- (9CI) (CA INDEX NAME) 




0= C- NH- CH2- CH2- N — CH2~ CH2~ N- CH2~ CH2 — 
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PAGE 1-B 

Me 




NH- C= 0 

RN 854190-92-4 CAPLUS 

CN 1 , 3-Propanediamine, N, N ' -dimethyl-N, N ' -bis [ 2- [ ( 5 -methyl - 5H-qu indo lin-1 1- 
yl) amino] ethyl] - (9CI) (CA INDEX NAME) 

PAGE 1-A 

Me 




Me— N- (CH2)3 — N-Me 




PAGE 2 -A 



RN 854190-96-8 CAPLUS 

CN 1, 2-Ethanediamine, N, N ' -dimethyl-N, N ' -bis [2- [ ( 5-methyl-5H-quindolin-l 1- 



10/580, 140 



yl) amino] ethyl] - (9CI) (CA INDEX NAME) 

PAGE 1-A 



He 




Me- N- CH2- CH2 — N— Me 




PAGE 2 -A 



IT 854190-49-1 854190-79-7 854190-83-3 
854190-94-6 854190-98-0 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(preparation of antitumor quinoline derivs.) 
RN 854190-49-1 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N- [3- [ (3-aminopropyl ) methylamino ] propyl ] -5- 
methyl- (CA INDEX NAME) 
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Me 



C-NH- (CH2)3~N- (CH 2 )3-NH 2 
0 Me 

RN 854190-79-7 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N- [2- [ [3- [ (2- 

aminoethyl ) met hyl amino ] propyl ] methylamino] ethyl ] -5 -methyl- (CA INDEX 
NAME) 



He 




He 



C-NH-CH2-CH2-N- (CH2 ) 3 — N— CH2 — CH2 — NH2 
0 Me 



RN 854190-83-3 CAPLUS 

CN 5H-Quindoline-ll-carboxamide, N- [2- [ [2- [ (2- 

aminoethyl) methylamino] ethyl] methylamino] ethyl] -5-methyl- (CA INDEX NAME) 



Me 




C— NH- CH2 — CH2- N- CH2~ CH2~ N— CH2- CH2~ NH 2 
0 Me 
RN 854190-94-6 CAPLUS 

CN 1, 3-Propanediamine, Nl- ( 2-aminoethyl ) -Nl , N3-dimethyl-N3- [2- [ ( 5-methyl-5H- 
quindolin-ll-yl) amino] ethyl] - (CA INDEX NAME) 
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Me 




H2N-CH2-CH2-N- (CH2) 3-N-CH2-CH2-NH 
RN 854190-98-0 CAPLUS 

CN 1, 2-Ethanediamine, Nl- ( 2-aminoethyl ) -Nl , N2-dimethyl-N2- [ 2- [ ( 5-methyl-5H- 
quindolin-ll-yl) amino] ethyl] - (CA INDEX NAME) 



Me 



Me 




H2N- CH2- CH2- N — CH2- CH2 — N— CH2- CH2~ NH 

IT 854190-58-2P 854190-60-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of antitumor quinoline derivs.) 
RN 854190-58-2 CAPLUS 

CN Carbamic acid, [3- [methyl [3- [ ( 5-methyl-5H-quindolin-l 1- 

yl) amino]propyl] amino ] propyl ] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 



He 




t-BuO-C-NH- (CH2 ) 3 — N— (CH2 ) 3 — NH 
RN 854190-60-6 CAPLUS 

CN 1, 3-Propanediamine, Nl- ( 3-aminopropyl ) -Nl-methyl-N3- ( 5-methyl-5H-quindolin- 
11-yl)- (CA INDEX NAME) 



Me 




H2N- (CH2)3~N- (CH2)3-NH 
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